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simpler analogs of neurotensin 1767 
Anti-Pneumocystis carinii 

pneumonia agents, cis and trans-butamidine 
analogs 1137 

Anti-proliferative compds 

non-phototoxic, double-headed mols based on 
linear, angular psoralen and at-methylene-y 
butyrolactone 1283 

Anti-psychotic agents 
4-aryltetrahydropyridines, selective o ligands 277 
Anti-sense applications 

introduction lipophilic thioether tether into minor 
groove nucleic acids 2765 

Anti-sense oligonucleotides 

modification O-PO,-linkage by CH,-CH,-NH or 
NH-CH,-CH, linkages 2771 
Anti-trypanosomal activity 

restricted rotation analogs S-adenosylmethionine 
147 

Anti-tumor agents 

biselectrostatic interaction with DNA, 2,11 
diamino-5,8-dithiaundecane derivs 607 


acid cleavable linker stable at neutral pH, releases 
doxorubicin at lysosomal pH 2843 

activity y-fluoromethyl-c—methylene~y-butyro- 
lactone 2685 

activity pyrazolo[4,3-e}pyrrolo[ 1 ,2-a}[1,4] 
diazepinone analogs of pyrrolo[ | ,4]-benzo- 
diazepines 2511 

evaluation water soluble taxol phosphates 1357 
netropsin, distamycin containing nitroarenes, 
synthesis 1697 

selective daunomycin deriv 1051 

in vivo activity of phosphate water soluble taxol 
prodrugs 1761 

Anti-viral agents 

4'-hydroxy and 4'-fluorocarbocyclic-2'-deoxy- 
guanosines 2577 
9-(phosphonoalkynyloxy)purines 261 | 

AZT phosphodiester, triester derivs with tethered 
N-methyl! and N,N,N-trimethylethylenediamine 
1547 

composition sulfated polysaccharide from 
Schizymenia dubyi 1141 

differences isomers of fluorinated cyclobutane 
nucleoside analog 1211 

HIV-1 protease inhibitors 2837 

nucleosides analogs with | ,5-anhydrohexitol 
moiety 1013 

optically pure dioxolane purine nucleotide analogs 
1543 

oxetane nucleoside 1061 

photochemically activatable 4-alkylamino-3 
bromo-N- 1 ,8-naphthalimides 555 

Anxiolytic activity 
4-amino-pyrido[2,3-b]indoles 1941 

Aromatic and heteroaromatic compds 
quantitative structure—activity study using neural 
network 329 

Aromatic—aromatic ring 

interactions tested in cyclophanes 263 
Artemisinin 

putative pharmacophore, 2,3,5-trioxabicyclo 
[2.2.3]nonane model 1707 

Arylureas 

histamine derived, 5-HT, receptor agonist activity 
205 

Ascaricidal agents 

4"-deoxy-4"-thio-substit avermectin derivs 2675 
Aspartates 

a.,b-disubstit-, 3,4-dialky! substit B-lactams, 
stereoselective synthesis 2461 

catalytic, interaction with HIV proteinase dimeric 
penicillin derived inhibitors 503 

Aspartic protease 

HIV-1 and hexapeptide inhibitors, complexation 
energy including effect of solvation 2105 
Aspergillus niger 

lipase, deacetylation sec acetyl esters in 
peracetylated methyl glycopyranosides 2125 
Assays 

radio-receptor, detn peptide ligands from 
combinatorial libraries synthetic peptides 405 
Asymmetric synthesis 

B-lactams with 3-(1'-hydroxyethyl) substituents 
2337 





cis-3-hydroxy-4-aryl azetidin-2-ones 2475 
cis-3-phthalimido-4-styry|-2-azetidinones, N- 
protected derivs via chiral group new in 
monobactam chemistry 2379 

AT, 

selective angiotensin II receptor antagonists, 
synthesis and QSAR 2023 

Auxotroph 

Escherichia coli proline growth on A!-pyrroline- 
2-carboxylic acid 1185 

Avermectin 

4"-deoxy-4"-thio-substit derivs, anthelmintic, 
acaricidal agents 2675 

B,-8,9-oxide, reactivity, bioactivity, stereo- 
chemistry 2093 
Azabicyclo[3.2.2]nonan-3-amines 
2-diphenylmethyl-deriv, substance P antagonists 
921 

Azabicyclo[2.2.2]octanes 

3-benzyloxy deriv, antagonists quinuclidine-based 
NK-1 1361 

Azalides 

11-hydroxy group, biological value 1999 
antibiotics, semisynthesis linear fragments of 
eastern portion 1757 

Azasugars 

a-homofuconojirimycin, synthesis glycosidase 
inhibition 2533 

Azetidinones 

3-hydroxy-4-aryl-deriv via asymmetric ester 
enolate-iminecyclocondensation with glycolates 
2467 

3-(1'-hydroxyethyl) deriv, (+)-thienamycin 
intermediate, stereoselective synthesis 2337 
1,3,4-trisubstit and 3,4-disubstit deriv, antielastase 
activity 2547 

3,4-disubstit derivs, activity, stereospecific 
synthesis 2295 

acyloxy-deriv, diastereoselective addition of 
secondary alcohols 2393 

cis-3-hydroxy-4-aryl deriv, asymmetric synthesis 
2475 

cis-3-phthalimido-4-styryl-2-deriv, asymmetric 
synthesis, N-protected derivs via chiral group new 
in monobactam chemistry 2379 

N-acyl 3-alkylidenyl- and 3-alky! azetidinones 
antibacterial agents, synthesis, SAR relationships 
heteroatom substit 3-isopropylidene and 3 
isopropyl! analogs 2241 

N-(tetrazol-5-yl)-deriv, synthesis from L-tartaric 
acid 2429 

substit, ring closure, route to [4.2.0] fused f- 
lactams 2443 

unsymmetrical disulfides, rearrangement to 2B- 
(heterocyclylthiomethyl)penams, approach to B 
lactamase inhibitors 2247 

Azides 

transfer and cyclization of diazo/azide to carba 
cephem nucleus 2431 

Azido functionalized thiourea 

analogs, photoaffinity probes for urea channel 
2587 

Azole peptide 


biologically active dipeptide mimetics 915 
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AZT 
phosphodiester, triester derivs with tethered N- 
methyl and N,N,N-trimethylethylenediamine 1547 


Bacteriophage 

photoirradiated $x 174 DNA, transfecting activity 
in presence hydroperoxynaphthalimides 1671 
Baeyer-Villiger 

oxidation, cyclization bisfuran ring formation, 
aflatoxin B, biosynthesis 653 

Baker's yeast 

pH dependent conversion 4-benzoyloxycroton- 
aldehyde into benzoate of (2R) 1,2,4-butenetriol 
2785 

reduction &-haloacetophenones, hydride transfer 
versus electron transfer 1637 

BAY X7195 

peptido-leukotriene antagonist 1517 
Benzamido-5-oxopentanoic acid 

basic derivs, CCK antagonists 861 

Benzazepine 

ring system, 4-aryl-1-hydroxy-2,3,4,5-tetrahydro- 
1H-3-deriv via monocyclization N-(2,2- 
diethoxyethy])-1,2-diphenylethylamines 251 
Benzeneethanamines 

synthesis anti-PLA., antiinflammatory agents 711 
Benzimidazole 

hetero-substit derivs, angiotensin II antagonist 
activity 1019 

Benzodiazepines 

CCK antagonist 875 

with glutamate antagonism, structure—activity 99 
Benzofurans 

based angiotensin II antagonists related to 
GR117289, potency enhancement, in vitro oral 
activity 589 

Benzoisothiazole nucleus 

derivs with 5 and 6 N, S and or O-heterocyclic 
systems attached to 3-position, antiinflammatory 
activity 1551 

Benzolactams 

non-peptide CCK receptor ligands 871 
Benzophenone/xanthone 

hydroxyacetophenone substit, leukotriene receptor 
antagonists 198] 

Benzoporphyrin 

derivs regiochemical purity 2615 
Benzopyran-4-carbothioamide 

2-substit 6-nitro-2H-1-derivs, as muscle relaxants 
2627 

Benzopyrans 

4-carbothioamide-deriv, SAR 6-substit, potassium 
channel openers 1659 

4-carboxamide-deriv, K* channel openers 1115 
4-(N'-cyano)carboxamidine-deriv, N,N-disubstit 
derivs, selective guinea pig trachealis activity 
1111 

derivs of rolipram, phosphodiesterase [V 
inhibition 1743 

K* channel opener, KC-399 action duration with 
less tachycardia 2005 

K+-channel activators, related to cromakalim- 
amide replacements at position 4 999 
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Benzoquinolines 

QSARs, inhibitors human type | 5-ca-reductase 
1157 

Benzothiazepine-4-one 

cis-3-methy! analogs, diltiazem Ca channel 
blocker 2797 

Benzothiazoy|piperidines 

antihistaminic activity, synthesis 753 
Benzoxazine 

fluoroalkyl, pyridine-N-oxide, potassium channel 
openers 2727 

Benzoyloxycrotonaldehyde 

Baker's yeast pH dependent conversion into 
benzoate of (2R) 1,2,4-butenetriol 2785 
Benzyl-3-mercaptopropanoic acid 

optically active, inhibition against carboxy- 
peptidase A 2681 

Bicyclo[3.2.0]heptane 

derivs, enantioselective prep using ester hydro- 
lysis catalysed by novo lipolase 359 
Bicyclo[3.2.0}hept-2-en-6-ols 

esters, porcine pancreatic lipase catalysed hydro- 
lysis 357 

Bicyclo[1.1.1}pent-1-y! subunit 

incorporation quinolone antibacterial agents 67 | 
Binding 

peptide analogs to vancomycin antibiotics, free 
energy cost restricting bond rotation 803 
Bioavailability 

active peptides, improved by conjugation 5 opioid 
agonist to B-cyclodextrin 831 

Biocyclization 

[2,3]-oxidosqualene analogs by sterol cyclase 365 
Biogeneration 

(R) y-jasmolactone by Pichia stipitis 2777 
Bioisosteres 

carboxylic acid, application synthesis non- 
tetrazole non-peptide angiotensin II antagonists 
157 

Biological activity 

hydroxylation vit D side chain 1789 
molecules, screening synthesized peptide libraries 
397 

Biosynthesis 

§-glucan inhibitors isolated from fungi, hyphal 
malformation inducer 1219 

pathways, Escherichia coli proline auxotroph 
growth on A! pyrroline-2-carboxylic acid 1185 
shared pathway for clavam metabolites and 
clavulanic acid 2313 

Biotin 

conjugate darglitazone, antidiabetic agent, 
protocol for reversible biotinylation of ketones 
703 

Biotinylation 

ketones, darglitazone biotin conjugate protocol 
703 

Biphenyltetrazolopyrrolidin-2-ones 
angiotensin II antagonists 369 

Bisalkylating agents 

cytotoxic, spiroepoxycyclohexadienone dimers 
735 

Bisbiphenylyl 


substit 3-mercaptotriazoles, angiotensin II 
receptor antagonists 375 

Biselectrostatic interaction 

DNA, 2,1 1-diamino-5,8-dithiaundecane derivs, 
anti-tumor agents 607 

Bisfuran ring formation 

aflatoxin B, biosynthesis, Baeyer—Villiger 
oxidation and course of cyclization 653 
Bisphosphonic acid 
4-hydroxyphenoxymethylene derivs, non-hydro- 
lysable myo-inositol monophosphatase inhibitors 
141 

Bleomycin 

lexitropsin carriers incorporating metal 
complexing moiety, design DNA-cleaving mols 
1751 

Blood platelets 

aggregation, inhibition by 3-oxa-methano-PGI 
2821 

Bonds 

peptide, cleavage protection against a-chymo- 
trypsin by prodrugs 809 

Bone mineralization loss 

prevention, therapy with 2$-(3-hydroxypropoxy)- 
1a,25-dihydroxy vit D,, ovariectomized rats 1815 
Boric acid 

effect hydrolysis 4-nitropheny! 2,3-dihydroxy 
benzoate, serine proteases borate inhibition mimic 
635 

Boron 

neutron capture therapy, potential of boronated 
porphyrins 2017 

Brevifoliol 
13-[N-benzoyl-(2'R,3'S)-3'-phenylisoserinate], 
semisynthesis, biological evaluation 1349 
structure revision, reinvestigation taxol content 
Taxus wallichiana Zucc. 1345 
Bronchospasmolytic activity 

pyridazinone derivs 2713 

Butamidine 

cis- and trans-analogs, anti-Pneumocystis carinii 
pneumonia agents 1137 

Butanol 

anhydrous, industrial alkaline protease, probing S 
l' subsite selectivity 727 

y-Butyrolactam 
y-fluoromethy|-c-methylene-y-butyrolactone 
prep, biological evaluation 2685 

BW315C 

synthesis and pharmacology 509 


Calcipotriol 

side chain triple bond analog MC 903, 1a,24S 
dihydroxy-26,27-cyclo-22-yne vit D, 1841 
Calcitriol 

18-substit analogs, synthesis, evaluation 1855 
|-(hydroxyalkyl)-25-hydroxy vit D, analogs 
synthesis 1829 

20-epi-23-oxa-analog, synthesis evaluation MC 
1357 1845 

23-oxa-, 23-thia-and 23-oxa-24-oxo derivs, 
synthesis, evaluation 1859 





2{-(3-hydroxypropoxy)-deriv, prevention, therapy 
bone mineral loss ovariectomized rats 1815 
biological evaluation: 
1-(hydroxyalkyl)-25-hydroxyvitamin D, 
analogs of calcitriol 1835 
18-substit analogs of 1a,25-dihydroxyvitamin 
D, 1855 
23-oxa-, 23-thia- and 23-oxa-24-oxo-10,25 
dihydroxy vit D, 1859 
vit D analog regulators cancer cell growth and 
differentiation 1891 
Calcium 
a1l-adrenoreceptor antagonist, prep, evaluation 
dihydropyridine amide BMY 20014 enantiomers 
561 
channel, antagonists, isosteric replacement in f- 
substit monophosphates series 2817 
channel blocker diltiazem, cis-3-methy]-[1,5]- 
benzothiazepine-4-one analogs 2797 
synthetic Ca?+-mobilizing inositol phosphate 2599 
Cancer 
cell growth, differentiation, vit D analog 
regulators 1891 
Carbacephams 
3,4,7-trisubstit, via vicinal tricarbonyls 2437 
Carbacephem-4-carboxylic 
A!.©-deriv, prototype for fused bicyclic B-lactams 
2439 
Carbacephems 
precursor via N-hydroxy-f-lactams 2431 
Carba-1-dethiacephalosporins 
3-phosphono deriv, antibacterial activity 2237 
Carbapenem(+)-PS-5 
via transformation chiral vinylaziridine to B- 
lactams 2415 
Carbapenems 
2-para-quaternary ammoniomethy|IphenyI-, 
synthesis, antibacterial activity 2187 
bioisosteres from penam and cephem nuclei 2329 
intermediates, stereocontrolled synthesis using 
| 3-iminoketone synthons 2369 
synthesis via metalloimines-ester enolates 
condensation, prep (+)-1B-methy! PS-5 2347 
synthons via microwave induced rapid reaction 
2363 
tetracyclic, synthesis, biological activity 2193 
Carbinols 
tertiary anilide, potassium channel openers 2723 
Carbocyclin 
skeleton basis for TXA,/PGH, receptor 
antagonists 199 
§-Carboline-3-carboxylates 
N-2 methylated quaternary derivs, acetylcholin 
esterase inhibition 2831 
Carbon-carbon bond 
formation, thiazolium salt modified papain 531 
Carboxylic acids 
GABA bioisosteres and GABAg binding affinity 
515 
Carboxypeptidase A 
inhibition by optically active 2-benzyl-3 
mercaptopropanoic acid 268 | 
Carcinoma KB 
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A-549 cells, cytotoxicity ent-udoteatrial diacetate 
and analogs 1085 
Catalysis 
diketopiperazine, synthesis cyclo[(S)-His-(S)-Phe] 
2061 
mechanism serine f-lactamase catalysed reactions 
2317 
Catechols 
bearing penems, synthesis, antibacterial activity 
2183 
Cations 
divalent and trivalent, binding K* to trans- 
isohumulone 769 
CCK 
antagonists 
§-carboline, multipurpose receptor ligands 
867 
biological properties (R)-4-benzamido-S- 
oxopentanoic basic derivs 861 
diphenylpyrazolidinone and benzodiazepine 
875 
dipeptoid analogs, synthesis and incorporation 
cyclopropy! phenylalanines 667 
functional role C-terminal carboxamide moiety 
851 
peripheral biological activity, significance of 
tryptophan residue 851 
receptor ligands, non-peptide benzolactams 871 
receptor subtypes CCK-A and CCK-B in single 
structural class 881 
significance C-terminal primary amide 851 
subtype A 
receptor antagonist, non-peptide selective 
hydrophilic, derived from CCK C-terminal 
dipeptide 1511 
receptors 
amides and ureas of 3-amino-f-carboline 867 
selective ligands, design, synthesis non 
peptide rhegnylogues of CCK-26-33 889 
tetrapeptide-based receptor agonists, 
backbone amide bond replaced by methylene 
amino isostere 855 
subtype B 
antagonists, synthesis and SAR study 2805 
gastrin receptor, C5-cyclohexy! analog of 
L-365,260 selective high affinity ligand 1919 
non-peptide gastrin receptor antagonist in 
tritiated form 885 
receptor, bioactive conformation of potent, 
selective peptide 2011 
systemically active, selective peptido- 
mimetics, structure-based design and 
pharmacology 847 
CD 
crystal structure, FCE 22891 2333 
Cells 
cancer, growth differentiation, vit D analog 
regulators 1891 
growth, developmental control, tissue-specific 
gene expression osteoblast differentiation, effect 
of vit D analogs and [1,25})(OH),D, 1885 
Centaureidin 
cytotoxic flavone from Polymnia fruticosa, 
inhibitor tubulin polymerization 58 | 
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Cephalosporinase 
inhibitors, 2-substit penems a possibility 2253 
Cephalosporins 
3-thiazoliomethy!-deriv, intramolecular Michael 
addition to 3-spirocephalosporin 2447 
quinolone, tetrazole-tethered hybrid, mechanistic 
study 209 
based prodrug, synthesis, release of doxorubicin 
by §-lactamase-immunoconjugate 323 
C-3-lactony! substit, synthesis, antibacterial 
activity 2219 
oral, synthesis 3-[(Z)-2-(1,2,3-thiadiazoly]) 
ethenyl!] substit derivs 2225 
tricyclic via cephem P-ylides and ketoaldehydes 
2451 
Cephems 
3a, h-unsat ketones, via ketoaldehydes and 
cephalosporin P-ylides 2451 
sulfones, mechanism-based inactivators of human 
leukocyte elastase, chemical and enzymatic B- 
lactam cleavage 2259, 2265 
CGS 27830 
endothelin nonpeptide receptor antagonist 2099 
Channel blockers 
Ca, diltiazem, cis-3-methyl-1 ,5-benzothiazepine 
4-one analogs 2797 
GABA-gated chloride, dithiane inhibitors and 
candidate affinity probes 2671 
Channel openers 
potassium 
anilide tertiary carbinols 2723 
dihydropyridine K,7p 2725 
fluoroalkyl benzoxazine pyridine-N-oxide 
2727 
SAR 6-substit benzopyran-4-carbothioamide 
1659 
Chelating agents 
antibodies labelling, macrocyclic bifunctional 
aminobenzyl derivs NOTA, DOTA 1067 
macrocyclic bifunctional precursors via 
dicarboxymethylated triazacyclononane, 
tetraazacyclododecane 1071 
Chemical delivery system 
dihydropyridine-derived, covalent hydration as 
side reaction 1309 
Chlorpromazine 
quaternary ammonium derivs, binding dopamine 
D-2 receptors by addition H-bonding group 1241 
Cholecystokinin 
see CCK 
Cholesta-5,7-diene 
3B-acetoxy-16,26-hydroxy deriv, synthesis 1849 
Chorismate 
2,6,9'3C and 1,3,5,8'5C, microbial production and 
NMR characterization 1453 
Chromans 
4-aminomethy] deriv, serotonin, dopamine 
binding dependence on aromatic ring substit 1131 
Chromogenic substrate 
§-galactosidase, based on methyl! purple 175 
Chromophore 
photoprotein Symplectoteuthis bioluminescence, 
structure, binding form 2647 
a-Chymotrypsin 


3-dimensional representation S, subsite 1313 
AMPA enzymatic resolution 107 

peptide bond cleavage, protection by prodrugs 
809 

Clavulanic acid 

clavam metabolites shared biosynthetic pathway 
2313 

Cocaine 

phenylphosphonate monoester analogs, potential 
haptens, generation catalytic antibodies 309 
SAR, structural variations C-2 center, compds of 
subnanomolar binding potency 1327 
Codlemone 

synthesis biologically active-chlorinated analog 
1629 

Colchicine 

analogs, formation intracellular protein-linked 
DNA breaks, inhibition DNA topoisomerase 
absence cross-resistance colchicine resistant sub 
clone 1045 

combretastatin hybrids, synthesis, evaluation 
combretatropones 565 

derivs, dose dependent cytocidal effects osteo 
genic sarcoma cells 1045 

Coleonol 

synthesis rigid, water soluble analogs 677 
Combretastatin 

colchicine hybrids, synthesis, evaluation 
combretatropones 565 

Complexation energy 

between aspartic protease of HIV-1 and hexa 
peptide inhibitors including effect of solvation 
2105 

Conformation 

active, 6-amino-c-[(4-diphenylmethy]-| 
piperaziny! )methy!-9H-purine]-9-ethanol, 
inotropic agent 1233 

analysis disubstit analogs vit D, side chain, 
molecular modeling semiempirical calculations 
1795 

analysis N-acyl urea containing valine residue in 
DMSO d, 153 

CYP2D6 model substrate sparteine under physio 
logical conditions 1667 

isopreny! subunit squalene synthase inhibitors 595 
selectivity alkaline proteases in anhydrous 
alcohols 1643 

side chains vit D analogs, effect of C20 stereo 
chemistry 1799 

Copper 

catalysis, reduction N,O-dibenzoylhydroxylamine 
by tertiary amine 1245 

Corrigenda 

Hamilton H., Steinbaugh B., Blankley J., Taylor 
M., Chan O. H., Stewart B., Schroeder R., Ryan 
M., Rapundalo S., Cook J., Bernabei A. and 
Stewart C. 813 (1993): page 3, legend for Fig |! 
corrected 1773 

Lawson J. E., Poindexter G. S., Owens D. A.., 
Cavanagh R. L., Goggins G. D., Sarmiento J. G., 
Bleiberg B. B. and Weselcough E. O. 561 (1993) 
page 2, bottom paragraph corrected; page 3, in 
Table, values for imidazoles corrected; page 4, 
Note 12 corrected 1389 





Mehta V. D., Kulkarni P. V., Mason R. P., 
Babcock E. E., Constantinescu A. and Antich P 
P. 527 (1992): Dr S. B. Rajur unfortunately 
omitted as co-author 785 

Murray W. V., Lalan P., Gill A., Ado M. F., 
Lewis J. M., Lee D. K. H., Wacher M. P., 
Rampulla R. and Underwood D. C. 369 (1993): 
regiochemistry and structures of 2 and 11 
corrected 785 

Cosalane 

design, synthesis anti-HIV agents 1739 
CP-99,994 

conformationally restricted analogs synthesis 
spirocyclic amine 2083 

Cromakalim 

analog N,N-disubstit benzopyran-4-(N’-cyano)- 
carboxamidines selective guinea pig trachealis 
activity 1111 

Crosslinking 

proteins, peptides, synthesis cysteine homologs 
739 

Cyclase 

sterol, biocyclisation 2,3-oxidosqualene analogs 
365 

Cyclization 

peptides on TFA labile resin using trimethylsily! 
ester as orthogonal protection 437 
Cycloaddition 

monoalkylketenes to 2-oxoalkanoic ester derived 
imines, stereoselective synthesis «,}-disubstit 
aspartates, 3,4-dialkyl substit B-lactams 2461 
trichloroacety! isocyanate to furanoid glycals 
2403 

Cyclobutane 

fluorinated nucleoside analog: differences anti- 
viral activity of isomers 1211 

optically active analogs, anti-herpes activity 1215 
Cyclobutyl group 

achiral, design, synthesis as inhibitors 5-lipoxy- 
genase 2565 

Cyclodextrin 

conjugation 8 opioid agonists, bioavailability 
active peptides improved 831 
Cycloheptimidazoles 
4,5,6,7-tetrahydro-8-oxo-deriv, angiotensin II 
receptor antagonists 1559 

Cyclohexene 

oxazoles, synthesis thromboxane A,/ endo- 
peroxide antagonists 1267 

Cyclohexyl C5 

gastrin receptor, analog of L-365,260 selective 
high affinity ligand 1919 
Cyclo[(S)-His-(S)-Phe] 

diketopiperazine catalyst, synthesis 2061 
Cyclooxygenase 

5-lipoxy genase inhibition activity of 2,6-di-t- 
butylphenols linked by S-atom to 1 ,3,4-thia- 
diazoles and 1,3,4-oxadiazoles 2827 
lipoxygenase dual inhibitors, oxazole, thiazole 
and imidazole derivs of [2,6]-di-t-butylphenol 
1729 

Cyclopentane 

oxazoles, synthesis thromboxane A./ endo- 
peroxide antagonists 1267 
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Cyclopentenones 

potential inhibitors penicillin sensitive enzymes 
2309 

Cyclophanes 

tested aromatic—aromatic ring interactions 263 
Cyclophilin 

cyclosporin position 2 derivs as probes 2559 
Cyclopropy! phenylalanines 

synthesis and incorporation into dipeptides 667 
Cyclosporin 

position 2 derivs as cyclophilin probes 2559 
Cylindrocarpon radicicola 

enantioselective acetylation primary amines 68 | 
CYP2D6 

model substrate sparteine, conformation under 
physiological conditions 1667 

Cysteine 

homologs synthesis, proteins, peptides cross- 
linking 739 

Cytochrome P-450 

deethylase, fluorinated analogs, metabolism 
resistance rat liver microsomes with NADPH 179 
Cytosolic delivery 

nucleoside monophosphates, SATE and DTE 
enzyme-labile phosphate protecting groups 2521 
Cytotoxicity 
(+)-octadecylphosphodithiony]-1-myo-inositol 
1931 

annonaceous acetogenin giganin from 
Goniothalamus giganteus 1153 

bisalkylating agents, spiroepoxycyclohexadienone 
dimers 735 

ent-udoteatrial diacetate and analogs 1085 


DAHP 

Potato synthase, expression in Escherichia coli 
1421 

Darglitazone 

biotin conjugate, antidiabetic agent, protocol for 
reversible biotinylation of ketones 703 
Daunomycin 

designed tumor selective deriv 1051 

DCHQC 
6,7-dichloro-3,4-dihydro-3-oxo-2-quinoxaline- 
carboxylic acid glycine-site NUDA, AMPA 
antagonists 77 

Deacetylation 

enzyme catalysed, benzyl pheny! ketone per- 
acetates in organic solvents 585 

secondary acetyl esters in peracetylated methy] 
glycopyranosides by Aspergillus niger lipase 2125 
Deazaaristeromycin 

lacking hydroxymethy] side-chain, adenosyl-- 
homocysteine hydroxylase inhibitors 663 
Decahydroisoquinoline-3-carboxylic acid 
stereochemical preferences as NMDA competitive 
antagonists 2067 

Dehydroabietylamine 

derivs, antiinflammatory agents 2087 
Dehydroquinase 

hybrid formation in shikimate pathway 1429 
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Dehydroquinate 

methyl ester, addition of amines 1447 

synthase, inhibitors, structural simplicity versus 
inhibitory potency 1403 

Dehydroshikimate 

methyl ester, addition of amines 1447 
Deoxyguanosines 

4'-hydroxy and 4'-fluorocarbocyclic-derivs, anti- 
viral agents 2577 

Deoxyshowdomycin 

short convenient synthesis 2847 

Deoxyuridine 

5-formy!-2'-mutagenic deriv, incorporation into 
oligodeoxyribonucleotide 2751 

5-NH),-2'-deriv, incorporation into DNA 347 
analog, with aminoalky] tether at |'-position sugar 
moiety incorporated into oligonucleotides, duplex 
formation, intercalating group attached to amino 
group 615 

Diabetes mellitus 

non-insulin dependent, therapy agents 1007 
Diacylglycerol 

conformationally constrained analogs, PK-C 
binding affinity 1993 

rigid, interaction a-alkylidene~y-lactones with 
protein kinase C 1107 

rigid analogs, interaction at-alkyl-y-lactones with 
protein kinase C 1101 
Diacylpiperazine-2-(S)-(N-aminoalky]) 
carboxamides 

substance P receptor antagonist 2707 

Diamine oxidase 

inhibitors, synthesis 4(5)-imidazoy] allylamines 
and propargylamines 353 
Diamino-2-hydroxypropane derivs 
pseudosymmetric HIV proteinase inhibitors 535 
Diastereomers 

substance P, synthesis using cellulose-based 
carriers 44] 

Diastereoselective reactions 

addition, secondary alcohols to acyloxy 
azetidinones 2393 

synthesis cyclopropyl phenylalanines and 
incorporation into dipeptides 667 

Diazepines 

azetidino-, prep f-lactams 2375 

Diazo amides 

Rh-catalysed C-H insertion, prep B-lactams 2409 
Di-t-butylphenols 

2,6-, linked by S-atom to 1 ,3,4-thiadiazoles and 
| ,3,4-oxadiazoles, cyclooxygenase and 5- 
lipoxygenase inhibition 2827 
Dicarboxycyclopropyl-glycines 
L-2-(2,3)-deriv, conformationally restricted 
glutamate analogs, synthesis 15 
Dichlorokynurenic acid 

2-carboxyl prodrugs, NMDA antagonists 61 
derivs and 3-(2-carboxy-6-chloroindol-3-yl) acetic 
acids, structure—activity 81 
Dideazatetrahydrofolic acid 

2-desamino and 4-deoxy analogs, synthesis, 
biological activity 2657 
a,$-Didehydrotryptophan 

substit CCK ligands, design and synthesis 989 


Differentiation 
HL-60 cells assay using polyamides 1965 
Difluorostatone 
type inhibitors, HIV-1 protease 253 
: 4er+ 


Dih A 
Fimyar 
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|-aryl-3-dimethylamino derivs, synthesis and anti- 
arthritic activity 2751 

Dihydropyridines 

amide, BMY 20014 enantiomers, Ca and al- 
adrenoreceptor antagonist, prep, evaluation 561 
derived delivery system, covalent hydration as 
side reaction, GABAergic example compd 1309 
K 7p, potassium channel openers 2725 
Dihydroxy-22-oxa-vitamin D, 

1a,24-analog, synthesis and differentiation- 
inducing activity 1863 

Dihydroxyvitamin D, 
25,26-epoxy-10,24-analogs, synthesis, evaluation 
1863 

Diketopiperazine 

catalyst, synthesis cyclo[(S)-His-(S)-Phe] 2061 
Dilevalol 

catechol metabolite, synthesis 2073 

Diltiazem 

Ca channel blocker, cis-3-methyl- 1 ,5-benzo 
thiazepine-4-one analogs 2797 

Diol sulfonamides 

inhibitors human renin 2739 

Dioxane analogs 

thromboxane A./endoperoxide receptor 
antagonists 1271 

Dioxolane 

| 3-dioxane analogs, thromboxane A./ endo- 
peroxide receptor antagonists 1271 

purine nucleotide analogs, optically pure, antiviral 
activity 1543 

pyrimidine nucleosides, anti-HIV agents 169 
Dipeptides 

conformationally constrained gauche mimetics, 6 
amino-5-oxo-7-phenyl]-[1 ,4-Joxazepines 231 
(E)-alkene isosteres, stereoselective synthesis 
2879 

Gly—Asp y-lactam isostere incorporation, prep 
fibrinogen receptor antagonists 1675 

library, screening at peptide receptor sites 799 
peptide azoles as biologically active mimetics 915 
trans-olefin isosteres, enantioselective synthesis 
1609 

I'rp—Val non-cleavable transition state isosteres 
synthesis 1257 

Diphenylethylamines 
N-(2,2-diethoxyethy])-1,2-deriv, monocyclization 
to 4-aryl-1-hydroxy-2,3,4,5-tetrahydro-1H-3 
benzazepine 251 

Diphenyimethylsilylethyl group 

protection in oligonucleotide synthesis via phos 
phoramidite approach 2637 
Diphenylpyrazolidinone 

CCK antagonist 875 

Diphenylureas 

N,N’-substit,inhibitors of acyl-CoA:cholesterol 
acyltransferase 259 

Diphosphonate analogs 

myo-inositol 4,5-diphosphate 685 





Dipropylaminotetralin 

8-OH, effect of aromatic ring substit on pharma- 
cology 2035 

Disaccharides 

non-reducing, trehalosamine analogs from acos- 
amine and ristosamine 235 

Distamycin 

antitumour agents, containing nitroarenes, 
synthesis 1697 

Disulfides 

unsymuinetrical, azetidinones, rearrangement to 
2{-(heterocyclylthiomethy!)penams, approach to 
§-lactamase inhibitors 2247 

Dithianes 

inhibitors, affinity probes GABA-gated chloride 
channel 2671 

Dithiocarbamates 

penem, synthesis 2159 

DMEQ-TAD 

fluorescence labeling vit D metabolites, analogs 
1809 

DMSO d, 

conformational preference N-acy] urea containing 
valine residue 153 

DNA 
8-amino(2-aminoethy])-2'-deoxy-adenosine 
incorporation by solid phase synthesis 689 
binding, tryptophan linked monocationic 
netropsin analogs 2623 

biselectrostatic interaction, 2,1 1-diamino-5,8- 
dithiaundecane derivs, anti-tumor agents 607 
cleavage, hybrid mols with propargy] sulfones and 
minor groove binding lexitropsins 1565 
cleaving metallopeptide, design, synthesis 333 
containing 5-NH)-2'-deoxyuridine, solid phase 
synthesis 347 

design cleaving mols which incorporate metal- 
complexing moiety of bleomycin, lexitropsin 
carriers 1751 

gyrase, inhibitory activity of flavanones 225 
photoirradiated ox 174, transfecting activity in 
presence hydroperoxynaphthalimides 1671 
radiosensitizers, targeting minor groove binding, 
nitroarenes based on netropsin and distamycin 
1697 

single-stranded, reaction with iron-binding oligo- 
nucleotides 1367 

Dopamine 

autoreceptor agonists, computer, synthetic, 
biological studies 1477 

D-2 receptors, binding chlorpromazine quaternary 
ammonium derivs by addition H-bonding group 
1241 

enantiomers, autoreceptor agonist PD 135385, 
synthesis, evaluation 639 

Doxorubicin 

synthesis, release from cephalosporin based pro 
drug by B-lactamase-immunoconjugate 323 
triacid amide with ester on 2nd carboxyl, releases 
DOX lysosomal pH, stable at neutral pH 2843 
DPAT 

8-OH, derivs, effect substit aromatic ring on 
pharmacology 2035 

Drugs 
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acid cleavable linker stable at neutral pH, releases 
doxorubicin at lysosomal pH 2843 

discovery, oligonucleotide diversity, proteins 
epitope targeting 469 


E-3710 
analgesics, prep enantiomers 269 
Ecdysone 
biosynthesis, synthesis ecdysteroid inhibitors 
1951 
Ecdysteroid 
inhibitors of ecdysone biosynthesis 1951 
ECE 
endothelin, hydroxamic acid, thiol inhibitors 1953 
ECPCR method 
protein overproduction, construction T7-based 
transcription vector pLM1 1089 
Edman degradation 
electrospray mass spectrometry, sequence analysis 
peptide pools 431 
Elastase 
human leukocyte inactivation by cephem sulfones, 
§-lactam chemical and enzymatic cleavage 2259, 
2265 
inhibition 
by 6-substit penicillin esters or amides 
2277, 2289 
by phthalimide deriv 2745 
human leukocytes by 6-alky! substit penem 
benzyl esters 2277 
inhibitors 
containing conformationally restricted 
lactams as P,—P, dipeptide replacements 773 
monocyclic B-lactam, stereospecific 
synthesis, activity 3,4-disubstit 2-azetidinones 
2295 
Electrospray ionization MS 
vit D derivs 1805 
Enantiomeric purity 
§-lactams via chiral ligand accelerated osmylation 
rac-4-(2-styryl)-azetidin-2-ones 2397 
RP 64406, antiglutamate agents 983 
Enantiomers 
E-3710 analgesics, prep 269 
Enantioselective reactions 
acetylation primary amines by Cylindrocarpon 
radicicola 68 | 
Enantioselective syntheses 
antielastase activity |,3,4-trisubstit and 3,4 
disubstit B-lactam antibiotics 2547 
bicyclo[3.2.0}heptane derivs using ester hydro- 
lysis catalysed by novo lipolase 359 
carbapenem(+)-PS-5 via transformation chiral 
vinylaziridine to B-lactams 2415 
trans-olefin dipeptide isosteres 1609 
Endopeptidase 
neutral 24.11, gem-cycloalky! thiol inhibitors, 
synthesis via opening 2,2-spiro-f-lactones 825 
Endothelin 
antagonists structure—activity ET-1[16-21, D 
His!®] 497 
converting enzyme, hydroxamic acid, thiol 
inhibitors 1953 
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nonpeptide receptor antagonist, CGS 27830 2099 
receptor ligands, multiple D-amino acid 
replacement 1253 
SAR hexapeptide ligands 519 
Enedidyne core 
synthetic protein damage 1351 
Enkephalin 
nonpeptide B-turn mimetics 835 
Enols 
difunctional, N-protected amino acids, low mol wt 
inhibitors HIV-1 protease 1169 
Enzymatic reactions 
(2R,4R,5S)-2-amino-4,5-(1,2-cyclohexy])-7-phos- 
phonoheptanoic acid 12626 27 
aromatic pathway plant suspension cells, response 
to phosphate limitation 1415 
f-cleavage, cephem sulfones, mechanism-based 
inactivators of human leukocyte elastase 2265 
catalysed deacetylation, benzyl phenyl ketone 
peracetates in organic solvents 585 
penicillin sensitive, cyclopentenone potential 
inhibitors 2309 
resolution AMPA by a-chymotrypsin 107 
Enzymatic syntheses 
disaccharide—serine and peptide conjugates 2515 
isoprephenate from isochorismate 144] 
optically active a-tocopherol side chains 157 
Epibatidine 
plus isomers, analgesic effect 2759 
Epoxidation 
6,7- and 10,1 1-oxidosqualenes by squalene 
epoxidase, rat liver microsomes 258! 
EPSP synthase 
inhibitor design 1453 
Ergocalciferol 
1a,25,28-trihydroxy deriv, synthesis 1821 
Escherichia coli 
EPSP synthase, inhibitor, synthesis, charac 
terization N-amino-glyphosate as analog 2863 
chorismate synthase, stoichiometry of binding to 
FMN hydroquinone 1409 
proline auxotroph 
growth on A!-pyrroline-2-carboxylic acid, 
biosynthetic pathways 1185 
reduction A'-pyrroline-2-carboxylic acid to 
proline 1189 
Solanum tuberosum DAHP synthase expression 
1421 
Esters 
D-amino acid, alcalase catalysed incorporation 
into peptides in t-BuOH 539 
enolate—metalloimine cycloaddition, synthesis 
(+)-1B-methy! PS-5 2347 
synthesis, bioactivity diesters of zaragozic acid A 
2029 
Estrone 
3-methylthiophosphonate, estrone sulfatase 
inhibitor 313 
3-phosphonates, thiophosphonates as analogs of 
estrone 3-sulfate with competitive inhibition of 
estrone sulfatase 313 
sulfatase, inhibitors, synthesis estrone 3-methy] 
thiophosphonate 313 
Ethoxycoumarin 


2,2,2-trifluoroethoxy deriv, resistance cytochrome 
P-450 metabolism rat liver microsomes with 
NADPH 179 

Etoposide 

3',4',5'-trihydroxy, synthesis, activity 1619 

Eyes 

human lens insoluble protein fraction, new 
fluorescent compd structure 345 


Farnesylation 

proteins, stereochemistry via NMR 281 
FCE 22891 

X-ray crystal structure, chiroptical properties 
Fibrinogen 

receptor antagonist 

with Arg—Gly—Asp sequence and nitroxide 
radicals, prep, properties 1179 

with y-lactam Gly—Asp isostere 1675 

Fish 

vit D,, mechanism nonphotochemical production 
1785 

FK-506 

excised binding domain, affinity for immuno 
philin FKBP12 1947 

macrocycle, derivs at C21 position, immuno- 
suppressants 657 

Flavanones 

DNA gyrase inhibition, antibacterial activity 225 
Flavin mononucleotide 

see FMN hydroquinone 

Fluorescence 

continuous assay, protein tyrosine phosphatases, 
synthesis and fluorescence of substrate 1601 
labeling vit D metabolites, analogs, with 1 ,2,3 
triazoline-3,5-dione 1809 

new compd from human lens insoluble protein 
fraction 345 

probes for 5-HT,, receptors, 5-methy!-3-[n 
propy!-(4-n-aminobuty!)}amino-3,4-dihydro-2H 
1-benzopyran derivs 1935 

Fluorines 

aryl, effect on lipase resolution 1655 
Fluoroalkyl benzoxazine 


pyridine-N-oxide, potassium channel openers 
797 


2333 


Fluoro-aristeromycin 

(E)- and (Z)-4',S'-didehydro-5'-deoxy-5'-deriv 
inhibition S-adenosy|l-L-homocysteine 
hydroxylase 165 

Fluoro-azetidinones 

synthesis 3-amino-2,3-dideoxy-2-fluoro-xyloses 
2457 

Fluoro-carbons 

synthetic glycolipids, double-tailed, bio 
compatible non-ionic surfactants 1003 
Fluoro-cyclobutanes 

nucleoside analog 

differences antiviral activity of isomers 1211 
optically active, anti-herpes activity 1215 
y-Fluoromethyl-c-methylene-y-butyrolactone 
y-butyrolactam prep, biological evaluation 2685 





Fluoro-xyloses 
3-amino-2,3-dideoxy-deriv, via 3-fluoro- 
azetidinones 2457 

Fluoxetine 

enantiomeric forms, superpositional analog, 
synthesis, X-ray structure 2635 

FMN hydroquinone 

stoichiometry of binding to E.coli chorismate 
synthase 1409 

Forskolin 

synthesis rigid, water soluble analogs 677 
Fucosyltransferase family 

acceptors, synthesis 
Gal§1—+3(Fucal—-4)GicNAcB-OR 1333 
Fungi 

hyphal malformation inducers, B-glucan 
biosynthesis inhibitors 1219 

Furanoid glycals 

2+2-cycloaddition to trichloroacetyl isocyanate 
2403 

Furanones 

opioid receptor binding agents 215 


GABA, 

agonists with CNS activity, 3-aminopropyl- 
(methyl)phosphinic acid activity 515 
y-Galactosidase 

chromogenic substrate based on methy! purple 
175 

Galactosyl! transferase 

inhibitors 1747 

Gastrin 

non-peptide CCK-B receptor antagonist in 
tritiated form 885 

Gel-phase 3! P-NMR 

analytical tool, evaluation synthesis oligo-nucleo- 
tides 2793 

Genes 

expression, tissue-specific, osteoblast 
differentiation, effect of vit D analogs and 
1,25(OH),D, 1885 

Geometry 

side-chain KH-1060, X-ray evidence 341 
Geranylgerany! diphosphate 

4- and 5-methy] derivs, via reaction solanesy] 
diphosphate synthase with artificial substrates 
2733 

Glucan 

| ,3-B-, synthesis, pneumocandin antifungal lipo 
peptides, phenolic OH required 2039 
biosynthesis, inhibitors isolated from fungi, 
hyphal malformation inducer 1219 
Glucosaminidase 

release activity, modified backbone formyl- 
methiony] tripeptides 953 

Glutamate 

analogs DCG-1/4, DCG-2/3 15 

antagonism, structure—activity 2,3-benzodiazepine 
compds 99 

high affinity transporter, conformationally 
restricted inhibitors 115 

Glutamyl-tRNA 

synthetase, inhibitor synthesis 2699 
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Glutathione 

peroxidase-like activity of diary] tellurides 2553 
Glycine 

antagonists 

5,6-dichlorokynurenic and 3-(2-carboxy-6-chloro- 
indol-3-yl)acetic related acids, structure—activity 
81 

NMDA, AMPA 61, 65 

NMDA, AMPA glycine-site, sulfony! derivs of 
6,7-dichloro-3,4-dihydro-3-oxoquinoxaline 
carboxylate 77 

NMDA partial agonist HA-966 71 

NMDA receptor, glycine site 2-quinolone derivs 
299 

Glycolipids 

synthetic double-tailed hydrocarbon, fluoro- 
carbon, biocompatible non-ionic surfactants 1003 
Glycopeptidolipid 

Mycobacterium fortuitum, synthesis structurally 
variant complete glycotetrapeptide core 697 
Glycosidase 

inhibition by &-homofuconojirimycin 2533 
Glycosylamino pyrimidines 

anti-HIV agents 601 

Glycosyl-serine 

peptide conjugates 2515 

Glycotetrapeptide core 

glycopeptidolipid Mycobacterium fortuitum 697 
Glyphosate 

N-amino analog deriv, inhibition of E. coli EPSP 
synthase 2863 

GMP synthase 

transition state inhibitor imidazo[4,5-c]azepine 
nucleoside 183 

Goniothalamus giganteus 

cytotoxicity acetogenin giganin 1153 

GPT lowering agent 

sarmentosin synthesis 1343 

GR117289 

amino acid amide benzofuran based angiotensin I] 
related antagonists 2043 

angiotensin II benzofuran based antagonist, SAR 
589 

GR138950 

high oral bioavailability of angiotensin II benzo- 
furan based antagonist related to GR117289 2047 
Growth hormone 

analog incorporating D-Ala—Pro dipeptide unit, 
hypoglycaemic activity 1625 

Guanidine 

N-substit linked nucleoside dimers, incorporation 
into oligonucleotides 193 

GYKI52466 

synthesis 1991 


HA-966 

NMDA receptor glycine-site partial agonist 71 
Haloacetophenones 

baker's yeast reduction, hydride transfer versus 
electron transfer 1637 

Haptens 

generation catalytic antibodies, phenylphos- 
phonate monoester analogs of cocaine 309 
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Hemagglutination 
influenza A virus, inhibition by methy] c-sialo- 
sides N-substit alkanoyl groups 747 
HEPT 
synthesis, photoaffinity labelling reagent for HIV 
| reverse transcriptase 1681] 
Herpes simplex 
thymidine kinase inhibitors (2R,4S,5S)-1-(tetra- 
hydro-4-hydroxy-5-methoxy-2-furanyl) thymine 
1571 : 
Hexapeptide 
endothelin ligands, SARs 519 
Himbacine 
analogs, binding affinity for receptors 1247 
Histamines 
derived arylureas, 5-HT, receptor agonist activity 
205 
PAF dual antagonists, prep series pyridine ring 
substit compds 1073 
releasing activity substance P diastereomers 441 
side-chain unsaturated analogs, inhibitors diamine 
oxidase 353 
HIV 
functionalized peptides, synthesis, use of N, 
Fmoc-N ,-Nvoc-lysine 707 
inhibitors 
design, synthesis hydroxyproline 1485 
discovery, structure directed, GP120 binding 
to CD4 receptor 2851 
hexapeptide, aspartic protease, complexation 
energy including effect of solvation 2105 
peptidomimetic, design, enzyme binding and 
selectivity, cell permeability 819 
proteinase dimeric penicillin dimeric, 
interaction with catalytic aspartates 503 
pseudosymmetric, synthesis | ,3-diamino-2 
hydroxypropane derivs 535 
reverse transcriptase non-nucleoside, 
mutations, structural analysis 721 
protease inhibitors 
difluorostatone type 253 
inhibition by its C- and N-terminal peptides 
765 
HIV-1, synthesis, evaluation 1595 
low mol wt, difunctional enols N-protected 
amino acids 1169 
nonpeptide, designed to replace a bound 
water 2717 
pseudosymmetrical, structure—activity 1589, 
2837 
reverse transcriptase, synthesis photoaffinity 
labelling reagent 1681 
HL-60 cells 
differentiation assay using polyamides 1965 
Homofuconojirimycin 
a—glycosidase inhibition 2533 
Hormones 
CCK, receptor antagonists 1511 
growth, analog incorporating D-Ala—Pro dipeptide 
unit, hypoglycaemic activity 1625 
hypertrehalosemic design, synthesis mimetics 
1277 
luteinising/releasing, leads towards non-peptide 
antagonists 943 


vit D,, mechanism nonphotochemical production 
in biological systems 1785 

HT3 

receptor agonist activity, histamine derived 
arylureas 205 

receptor antagonist N-(quinuclidin-3-y])- 1 ,8- 
naphthylimides, properties 1375 

quinuclidine derivs effect of additional CO group 
on chirality recognition by receptor 1555 

HT4 

receptor agonist N-(quinuclidin-3-yl)- 1 ,8- 
naphthylimides, properties 1375 

quaternised benzapride 633 

Hydration 

covalent, side reaction dihydropyridine-derived 
delivery system, GABAergic example compd 
1309 

Hydride transfer 

versus electron transfer in baker's yeast reduction 
at-haloacetophenones 1637 

Hydrocarbons 

synthetic glycolipids, double-tailed, bio- 
compatible non-ionic surfactants 1003 
Hydrolysis 

4-nitropheny] 2,3-dihydroxybenzoate, effect boric 
acid, serine proteases borate inhibition mimic 635 
bicyclo[3.2.0}hept-2-en-6-ol esters catalysed with 
porcine pancreatic lipase 357 

Hydrophobic alky! groups 

role, antibacterial activity long-chain alcohols 
1305 

Hydroxamic acid 

inhibitors of endothelin-converting enzyme 1953 
Hydroxyacetophenones 

1,2,4,5-substit, acid unit modification, effect of 
LTB, receptor antagonism | 147 
Hydroxybutyrate 

derived chiral imines and silyl ketene acetals, 
boron mediated aldol reactions 2337 
Hydroxylamines 

N,O-dibenzoyl deriv, reduction by tertiary amine, 
Cu catalysis 1245 

Hydroxylase 

C-25, inhibition 1951 

Hydroxylation 

vit D side chain, stereochemistry, physiological 
significance 1789 

Hydroxyl groups 

function in peptidy! tRNA terminus during 
elongation in ribosomal peptide biosynthesis 1527 
Hydroxyproline 

HIV-1 proteinase inhibitors, design, synthesis 
1485 

Hydroxypyridazopyrimidines 

derivs, heterocyclic inhibitors human leukocyte 
elastase 1163 

Hydroxypyridopyrimidines 

derivs, heterocyclic inhibitors human leukocyte 
elastase 1163 
Hydroxyquinazoline-[2,4}(1H,3H)dione derivs 
heterocyclic inhibitors human leukocyte elastase 
1163 





Hydroxythieno[3,2-b}pyrans 

7-(substit benzamido)-6-derivs, antihypertensive 
activity as K-channel activators, synthesis 1385 
Hydroxythreonine 

abs config, biosynthetic precursor Pseudomonas 
rhizobitoxine 2095 

N-Hydroxyurea 

5-lipoxygenase amide-linked inhibitors, synthesis 
intramolecular O to N acyl transfer 305 
Hygromycin A 

analogs modified at C, aryl position, antibacterial 
activity 1531 

structure—activity, application to antibiotic A2Z01A 
295 

synthesis, antibacterial activity of aryl analogs 
289 

Hypercholesterolemia 

model, plasma cholesterol lowered by ACAT 259 
Hypertrehalosemic hormones 

design, synthesis mimetics 1277 
Hypocholesterolemic 15-ketosterols 

chemical synthesis 1339 

Hypoglycaemia 

activity growth hormone analog incorporating D- 
Ala—Pro dipeptide unit 1625 


IGP-Dehydratase 
substrates, IGP stereoisomers 2129 
Imidazo[4,5-c ]azepine 


nucleosides design, synthesis 183 

imidazoles 

glycerol phosphates stereoisomers, substrates for 
IGP-dehydratase 2129 

oxazole, thiazole derivs of 2,6-di-t-butylphenol, 
dual inhibitors of lipoxygenase, cyclooxygenase 
1729 

perfluoroalkyl derivs, angiotensin II receptor 
antagonists 895 

2H-Imidazol-2-one 

angiotensin II, N, sterically hindered receptor 
antagonists 1055 

Imidazo[1,2-a]pyrazines 

2-aryl derivs, synthesis and pharmacology 
BW315C 509 

Imidazo[4,5-c |pyridyl derivs 

platelet activating factor, cyclic ether acetal 
receptor antagonists 1499 

Imidazoy] allylamines 

propargylamines, synthesis as inhibitors diamine 
oxidase 353 

Imines 

chiral and silyl ketene acetals derived from 3- 
hydroxybutyrate, boron mediated aldol reactions 
2337 

Zn-mediated condensation with amino acid esters 
to B-lactams 2351 

Iminoketones 

synthons for stereocontrolled synthesis carba- 
penem intermediates 2369 

Iminothioether 

route to 5-thioabbeymycin 743 

immunophilin 
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FKBP12, affinity of excised binding domain FK- 
506 1947 
Immunostimulants 
pyrazolo[3,4-f]quinolines, SAR side-chain 
investigation, formation, injection site toleration 
1379 
Immunosuppressants 
C21 derivs of FK-506, T-cell proliferation assay 
657 
KH-1060, new CD sython, X-ray structure related 
cholesterol deriv 341 
Inactivation 
human leukocyte elastase by cephem sulfones, B- 
lactam enzymatic and chemical cleavage 2259, 
2265 
monoamine oxidase B by aminoethyl! 3-chloro 
benzyl ether 2077 
Indoles 
derivs, potent, selective serotonin uptake 
inhibitors 1913 
Indolocarbazoles 
non-glycosidic lacking aminoalky! side chain, 
PKC inhibitors 1959 
related to K-252c, synthesis protein kinase 
inhibition 1537 
Influenza A virus 
hemagglutination inhibition by methy! a-sialo- 
sides N-substit alkanoyl groups 747 
Ingenol 
analogs with protein kinase C affinity 577 
Inhibition 
| ,3-B-glucan synthesis, pneumocandin antifungal 
lipopeptides, phenolic OH required 2039 
2,3-oxidosqualene cyclase by N-alkylpiperidines 
1175 
acetylcholinesterase 
activity of velnacrine |-substit analogs 2789 
by N-2 methylated quaternary derivs B- 
carboline-3-carboxylates 2831 
activity optically active 2-benzyl-3-mercapto 
propanoic acid against carboxypeptidase A 2681 
antennal esterases Spodoptera littoralis by 
trifluoromethy! ketones 2593 
antifungal activity of squalene synthase, SAR of 
C6 and C7 modifications squalestatin 2605 
§-lactamase, activity of 6-hydroxyethyl thia 
clavulanic acid 2255 
blood platelet aggregation by 3-oxa-methano 
PGI, 2821 
borate, serine protease mimic, boric acid hydro 
lysis 4-nitropheny! 2,3-dihydroxybenzoate 635 
cell growth, phakellistatin 2 2869 
cyclooxygenase, 5-lipoxygenase, activity of 2,6 
di-t-butylphenols linked by S-atom to 1,3,4- 
thiadiazoles and | ,3,4-oxadiazoles 2827 
glycosidase, by a-homofuconojirimycin 2533 
hemagglutination, influenza A virus by methyl o 
sialosides N-substit alkanoyl groups 747 
HIV-1 protease by its C- and N-terminal peptides 
765 
human leukocyte elastase 
by 6-alkyl substit penem benzyl esters 2277 
by 6-substit penicillin esters or amides 2277, 
2289 
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mammalian topoisomerase II, structure relation- 
ship to bridged (2,6-dimethy|-4-pyridinyl)- 
quinolones 1711 
myristoylation processes by sulfoximine-modified 
myristic acid analogs 1717 
phosphodiesterase IV by benzopyran derivs of 
rolipram 1743 
protein kinase, indolocarbazoles related to K-252c 
1537 
PtdIns-3'-kinase, synthesis D-3-deoxy-3-phos- 
phonomethyl-myo-inositol and dimethy] ester 
1323 
S-adenosy|!-L-homocysteine hydroxylase, (E)- and 
(Z)-5'-fluoroolefin carboxylic nucleosides 165 
squalene synthetase, activity tripotassium |- 
methyl-1-[(N-benzyl-N-farnesy])-aminoethylphos 
phinato]phosphonate 2051 
Inhibitors 
ACAT, N,N-diphenyl ureas 259 
achiral 5-lipoxygenase using cyclobuty!l group, 
design, synthesis 2565 
acyl-CoA:cholesterol acyltransferase, substit 
N,N'-diphenylureas 259 
affinity probes GABA-gated chloride channel 
2671 
amide-linked N-hydroxyurea 5-lipoxygenase, 
synthesis intramolecular O to N acy! transfer 305 
aspartic protease HIV-1 and hexapeptide, 
complexation energy including effect of solvation 
2105 
B-glucan biosynthesis, isolated from fungi, hyphal 
malformation inducer 1219 
§-lactamase 
approach via 2$-(heterocyclylthiomethy!) 
penams 2247 
substit 6-alkyloxapenems, synthesis, 
characterization 2205 
cephalosporinase, 2-substit penems a possibility 
2253 
collagenase, synthesis aminoazalactams as cyclic 
mimetics of basic alkyl amino acids 2537 
conformationally restricted acyl-CoA:cholesterol 
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Penams 
2{-(heterocyclylthiomethyl)-deriv, approach to B 
lactamase inhibitors 2247 
antibiotics, synthesis y-lactam analogs, conversion 
§-lactams to y-lactams 2299 
Penems 
2-substit, possible cephalosporinase inhibitors 
2253 
activity against defined MRSA strains 2165 
amino acid derived substituents at C-2 2177 
antibiotics 
stereoselective synthesis and Sch 34343 
syntheses 2171 
synthesis y-lactam analogs, conversion § 
lactams to y-lactams 2299 
benzyl esters, 6-alky! deriv, inhibition human 
leukocyte elastase 2277 
catechol bearing, synthesis, antibacterial activity 
2183 
dithiocarbamates, synthesis 2159 
y-lactam homologs 2303 
Penicillide 


source of non-peptidic oxytocin receptor 
antagonists 337 
Penicillin 
6-substit esters or amides, inhibition human 
leukocyte elastase 2277, 2289 
acylase, hydrolysis p-hydroxypheny] acetamides 
1041 
dimeric derived inhibitors of HIV-proteinase, 
interaction with catalytic aspartates 503 
sensitive enzymes, cyclopentenone potential 
inhibitors 2309 
side-chain binding site, Tipper-Strominger 
hypothesis 2323 
Pentamidine congeners 
synthesis cis- and trans-butamidine analogs, anti- 
Pneumocystis carinii pneumonia agents | 137 
Pentapeptides 
C-terminal, neurotensin amide bond modified 
stable isosteres 1035 
Peptides 
acylated palmitic acid at cysteine thiol, synthesis 
1025 
analogs, binding to vancomycin antibiotics, free 
energy cost restricting bond rotation 803 
bioavailability improved by conjugation 5-opioid 
agonist to B-cyclodextrin 831 
bond cleavage protection against a&-chymotrypsin 
by prodrugs 809 
bond formation, s-l' subsite alcalase catalysed, 
selectivity in anhydrous BuOH 727 
C- and N-terminal, HIV-1 protease inhibition 765 
C-terminal antagonists, endothelin structure 
activity ET-1[16-21, p-His!®] 497 
cyclization on TFA labile resin using trimethy]l- 
silyl ester as orthogonal protection 437 
D-amino acid ester incorporation catalysed by 
alcalase in t-BuOH 539 
generation molecular diversity 387 
large random libraries, screening ligands for 
macromolecular acceptors 419 
libraries 
chemical synthesis 413 
with non-natural amino acids, identification 
antibody mimotopes 463 
multipin synthesis, technique peptide receptor 
binding, substance P model 447 
pools, sequence analysis, electrospray mass 
spectrometry, Edman degradation 431 
proteins crosslinking, synthesis cysteine homologs 
739 
receptor sites, screening, dipeptide library 799 
selective for cholecystokinin-B receptor, bioactive 
conformation 201 | 
selectively functionalized, synthesis, use N, 
Fmoc-N,-Nvoc-lysine 707 
synthesis substance P-diastereomers using 
cellulose-based carriers 441 
synthesized, screening libraries for biologically 
relevant molecules 397 
synthetic, combinatorial libraries, detn peptide 
ligands in radio-receptor assays 405 
thioamide linkage incorporation, prep 4 monothio 
thymopentin analogs, biological activity 619 





Peptido-leukotrienes 
antagonist, BAYx7195 1517 
Peptidomimetics 
analogs, intestinal permeability and hepatic 
handling, rats 813 
backbone amide bond replacement in tetrapeptide 
based CCK-A receptor agonists 855 
CCK-B, systemically active, selective compds, 
structure-based design and pharmacology 847 
inhibitors, human HIV protease, design, enzyme 
binding and selectivity, cell permeability 819 
Peptidyl-[2,2]-difluoro-4-phenylbuty! ketone 
inhibitor interleukin- 16 converting enzyme, 
evaluation 2693 
Peracetylated 
benzyl phenyl ketones, lipase catalysed deacety]- 
ation in organic solvents 585 
PGF, 
pheny! substit analogs, antiglaucoma agents 241 
PGI, 
3-oxa-methano derivs, synthesis, biological 
properties 2821 
Phakellia carteri 
phakellistatin 2, isolation and structure 2869 
Phakellistatin 2 
structure, isolation from Phakellia carteri 2869 
Pharmacology 
8-OH-DPAT effect of substit aromatic ring 2035 
dopamine autoreceptor agonists 1477 
NPC 17742, selective, competitive NUDA 
antagonist 33 
@-tetrazole acyclic &-amino acids and 4- 
(tetrazolylalkyl)-piperazine-2-carboxylic acids, 
NMDA antagonist 43 
Pharmacophore model 
design potassium channel openers 625 
Phenacetin-[2,2,2]-trifluoroethoxy deriv 
resistance cytochrome P-450 metabolism rat liver 
microsomes with NADPH 179 
Phenalene 
analogs of U-50,488 kappa opiate agonist 2641 
Phenanthreneamines 
noncompetitive NMDA antagonist PD 134365 49 
Phenylacetyl group 
enzyme-cleavable amino-protection of purine 
nucleosides 2781 
Phenylphosphonate monoester analogs of 
cocaine 
potential haptens, generation catalytic antibodies 
309 
Phenylthioribose 
substit analogs, synthesis and testing against 
Klebsiella pneumoniae 2079 
Pheromones 
synthesis biologically active chlorinated analog 
codlemone 1629 
Phosphates 
derivs of d4T, inhibitors HIV 1203 
groups 
ligand binding at shikimate-3-phosphate site 
1453 
mimics, identification of 3-malonate ethers 
1453 
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protecting, SATE and DTE enzyme-labile 

2521 
limitation, response to aromatic pathway plant 
suspension cell enzymes 1415 
water soluble prodrugs of taxol with in vivo 
antitumour activity 1761 
Phosphite triester 
method, gel-phase >'P-NMR, evaluation synthesis 
oligonucleotides 2793 
Phosphodiester 
triester derivs AZT with tethered N-methy! and 
N.N,N-trimethylethylenediamine 1547 
Phosphodiesterase 
inhibition by benzopyran derivs of rolipram 1743 
Phosphoenolpyruvate 
phosphoramidate analog, chemical—enzymatic 
synthesis 1615 
Phospholipase A, 
inhibitor oxazolidinone phospholipid analog 2703 
Phosphonates 
thiophosphonate analogs of estrone sulfate with 
competitive inhibition of estrone sulfatase 313 
Phosphono-1-carba-1-dethiacephalosporins 
antibacterial activity 2237 
Phosphonoalkynyloxypurines 
acyclonucleotides, synthesis antiviral activity 
2611 
Phosphononorvaline 
(R)-4-oxo-5-deriv, structure—activity 23 
Phosphoramidate 
analog phosphoenolpyruvate, chemical—enzymatic 
synthesis 1615 
Phosphorothioate 
analogs, complementary to HIV sequences, 
physicochemical properties anti-HIV activity 
1223 
Phosphotriester 
method, gel-phase >!'P-NMR, evaluation synthesis 
oligonucleotides 2793 
Photoaffinity labelling 
reagent for HIV-1 reverse transcriptase 1681 
Photoinactivators 
antiviral 4-alkylamino-3-bromo-N- | ,8-naphthal- 
imides 555 
Photoprotein 
chromophore Symplectoteuthis bioluminescence, 
structure, binding form 2647 
non-Phototoxicity 
double-headed mols based on linear, angular 
psoralen and at-methylene-y-butyrolactone 1283 
Phthalimide 
deriv, inhibition human leukocyte elastase 2745 
Pichia stipitis 
biogeneration of (R)-y-jasmolactone 2777 
Piperidine carboxylic acids 
synthesis §-ketophosphonate substit derivs 19 
Pivaloyloxymethy| ester 
prodrug, oral activity 2193 
PKC 
binding affinity, conformationally constrained 
analogs of diacylglycerol 1993 
PKC inhibitors 
non-glycosidic indolocarbazoles lacking amino- 
alkyl side chain 1959 
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Platelet activating factor 
cyclic ether acetal receptor antagonists, 3-pyridy| 
derivs 1493, 1499 
histamine, dual antagonists, prep series pyridine 
ring substit compds 1073 
Platinum 
catalysed diastereoselective addition, secondary 
alcohols to acyloxyazetidinones 2393 
catalysed transformation chiral vinylaziridine to 
B-lactam, enantioselective route to carbapenem 
(+)-PS-5 2415 
Pneumocandin 
antifungal lipopeptides, inhibition of | ,3-B-glucan 
synthesis, phenolic OH required 2039 
Polyamides 
HL-60 cell differentiation assay 1965 
Polyamines 
rigid analogs, interaction with rat brain rigid 
NMDA receptor complex 85 
Polymerization 
inhibitor tubulin, centaureidin cytotoxic flavone 
from Polymnia fruticosa 581 
Polymnia fruticosa 
cytotoxic flavone centaureidin, inhibitor tubulin 
polymerization 581 
Polyoxin D 
degradation uracil polyoxin C, access key 
intermediates, synthesis antifungal &-aminoacy| 
derivs UPOC 1079 
Polysaccharides 
sulfated from Schizymenia dubyi, composition, 
antiviral activity 1141 
Polystyrene 
gel-phase *'P-NMR, evaluation synthesis oligo- 
nucleotides 2793 
Porcine pancreatic lipase 
catalysed hydrolysis bicyclo[3.2.0]hept-2-en-6-ol 
esters 357 
Porphyrins 
boronated, potential in boron neutron capture 
therapy 2017 
Portioning-mixing 
synthesis million hexapeptides in 5 days 413 
Potassium 
channel activator 
antihypertensive activity, 7-(substit 
benzamido)-6-hydroxythieno[3,2-b]pyrans, 
synthesis 1385 
benzopyran related to cromakalim-amide 
replacements at position 4 999 
benzopyran sulfoxide derivs 553 
channel openers 
anilide tertiary carbinols 2723 
benzopyran-4-carboxamide 1115 
benzopyran-4-carbothioamide, 6-substit, 
structure—activity 1659 
design by pharmacophore model 625 
KC-399 action duration with less tachycardia 
2005 
dihydropyridine K,7p 2725 
fluoroalkyl benzoxazine pyridine-N-oxide 
2727 
vasorelaxant activity of 2-substit 6-nitro-2H 
1-benzopyran-4-carbothioamide 2627 


cooperative binding ions to trans-isohumulone, 
presence divalent and trivalent cations 769 
Prodrugs 
a-chymotrypsin peptide bond cleavage protection 
809 
phosphate water soluble of taxol with in vivo 
antitumour activity 1761 
Propidium 
interaction with rat brain rigid NMDA receptor 
complex 85 
Prostate 
human steroid Sa-reductase inhibitors synthesis 
evaluation 3-carboxymethy]! steroids 1735 
Proteases 
alkaline, conformation, solubility, structure, 
selectivity in anhydrous alcohols 1643 
HIV 
inhibition by its C- and N-terminal peptides 
765 
peptidomimetic inhibitors, design, enzyme 
binding and selectivity, cell permeability 819 
Protecting groups 
chiral, application cis-3-phthalimido-4-styry!-2 
azetidinones 2379 
diphenylmethylsilylethy! in oligonucleotide 
synthesis via phosphoramidite approach 2637 
peptide bond cleavage by a-chymotrypsin, 
protection by prodrugs 809 
phenylacetyl, enzyme-cleavable amino-protection 
of purine nucleosides 2781 
SATE and DTE enzyme-labile phosphates 2521 
trimethylsilyl ester, peptide cyclization on TFA 
labile resin 437 
Proteinase 
dual inhibitors, unsymmetrical bis-terephthal 
amides 525 
HIV-1 inhibitors, design, synthesis hydroxy 
proline 1485 
Protein kinase 
affinity, ingenol analogs 577 
inhibition, indolocarbazoles related to K-252c 
1537 
Proteins 
damage, synthetic enediyne core 1351 
epitope targeting, oligonucleotide diversity and 
drug discovery 469 
farnesylation, stereochemistry via NMR 281 
insoluble fraction human lens, new fluorescent 
compd structure 345 
interaction with 
at-alkyl-y-lactones 1101 
at-alkylidene-y-lactones | 107 
overproduction, ECPCR method, construction T7 
based transcription vector pLM1 1089 
peptides crosslinking, synthesis cysteine 
homologs 739 
phosphatases, inhibitors conserved acid binding 
domain model 1029 
subcellular, solubilization with non-ionic telo 
meric surfactants 161 
tyrosine phosphatases, continuous fluorimetric 
assay, synthesis and fluorescence of substrate 
1601 





Protein tyrosine phosphatases 

continuous fluorescence assay, synthesis and 
fluorescence of substrate 1601 

Proteolysis 

limited and site directed mutagenesis, NF-KB p50 
DNA-binding subunit 1095 

Proteus vulgaris 

B-lactamase inhibitors, substit 6-alkyloxapenems 
2205 

Pseudomonas 

rhizobitoxine, precursor, synthesis, abs config of 
hydroxythreonine 2095 

Psoralen 

linear, angular and a&-methylene-y-butyrolactone, 
anti-proliferative compds 1283 

PtdIns-3'-kinase 

signalling pathway study, synthesis D-3-deoxy-3- 
phosphonomethyl-myo-inositol and dimethyl ester 
1323 

Pterocarpans 

synthetic, anti-HIV activity 1229 

Purines 

deriv, active conformation as inotropic agent 1233 
dioxolane nucleotide analogs optically pure, anti- 
viral activity 1543 

nucleosides, enzyme-cleavable amino-protection 
by phenylacetyl group 2781 

Puromycin 

at 3'-terminal of oligonucleotides, solid phase 
synthesis 1371 

Pyran-4-one 

substit 2,3-dihydro-4H-deriv, sigma receptor 221 
Pyrazolidin-3-ones 

photo-ring contraction to B-lactams 2383 
Pyrazolo[4,3-e]}pyrrolo[1,2-a}[1,4)diazepinone 
analogs of pyrrolo[1,4]benzodiazepines, antitumor 
activity 2511 

Pyrazolo[3,4-f|quinolines 

derivs, active immunostimulants, SAR side-chain 
investigation, formation, injection site toleration 
1379 

Pyridazinone 

derivs, synthesis, bronchospasmolytic properties 
2713 

Pyridines 

based diamide-diester of Ag, 18-membered 
macrocycle, synthesis, ionophore character 363 
derivs, platelet activating factor, cyclic ether 
acetal receptor antagonist 1493, 1499 

isomers, angiotensin II receptor antagonists 1693 
Pyrido[2,3-b indoles 

4-amino deriv, synthesis anxiolytic activity 1941 
Pyrimidines 

5-glycosylamino derivs, anti-HIV agents 601 
dioxolany! nucleosides, anti-HIV agents 169 
oxathiolane nucleoside activity, anti-human 
immunodeficiency and anti-hepatitis B viruses 
693 

Pyrrolidin-2-one biphenyltetrazoles 

substit, angiotensin II antagonists 369 
Pyrrolidine oxazoles 

synthesis as thromboxane A.,/endoperoxide 
receptor antagonists 1263 
Pyrroline-2-carboxylic acid 
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A!-deriv effect pH on soln structure, NMR, 
electrospray MS 1189, 1193 
growth Escherichia coli proline auxotroph 1185 
reduction to proline 
by Escherichia coli proline auxotroph 1189 
noninvolvement glutamate dehydrogenase 
and A!-pyrroline-5-carboxylate reductase 
1197 
Pyrrolobenzodiazepines 
carbinolamine-containing iminothioether 
approach 743 


Quaternary ammonium derivs 

chlorpromazine binding dopamine D-2 receptors 
by addition H-bonding group 1241 
Quinazolinones 

3-nitro-4(3H)-deriv, vasodilating, antiaggregating 
activities 611 

with AT,-selective angiotensin II receptor 
antagonists, design, synthesis 1293 

QSARs, characterization of AT, selective All 
antagonists 1299 

Quinoline 

| ,5-naphthyridine and pyridine derivs as non- 
peptide angiotensin II receptor antagonists 899 
Quinolones 

antibacterial agents, U-87947E incorporating 
bicyclo[1.1.1}pent-1-y! subunit 671 

antibiotics, carbocyclic equivalent tautomers, 
semiempirical calculations 2631 

bridged (2,6-dimethy|-4-pyridinyl)-deriv, 
structures relationship to mammalian 
topoisomerase II inhibition 1711 

derivs as glycine site NMDA receptor antagonists 
299 

Quinoxalines 

angiotensin receptor antagonist, synthesis, 
properties, SAR 2667 

diones, synthesis, excitatory amino acid 
pharmacology 2801 
Quinuclidin-3-yl-1,8-naphthylimides 

5-HT}, receptor antagonist, properties 1375 
5-HT,, receptor antagonist, properties 1375 
Quinuclidines 

based NK-1 antagonists, 3-benzyloxy-1-aza- 
bicyclo[2.2.2]octanes 1361 

derivs, 5-HT; receptor antagonists, effect of 
additional CO group on chirality recognition by 
receptor 1555 

substance P antagonists, nuclear variations, 2- 
diphenylmethy]-1-azabicyclo[3.2.2}nonan-3- 
amines 921 


Radioligands 

angiotensin II, synthesis 3H-losartan, 3H-L- 
158641 and 3H-LI-158809 557 
Radiosensitizers 

targeting to DNA by minor groove binding 1697 
Rapamycin 

nonmacrocyclic derivs, structure/activity 1977 





Bioorganic & Medicinal Chemistry Letters 


Receptors 
5-HT | 4, fluorescent probes, 5-methyl-3-[n- 


propy!-(4-n-aminobuty]) }amino-[3,4]-dihydro-2H- 


1-benzopyran derivs 1935 

5-HT, antagonists 
N-(quinuclidin-3-y!)-[1,8]-naphthylimides, 
properties 1375 
quinuclidine derivs effect of additional CO 
group on chirality recognition by receptor 
1555 

agonists: 
5-HT, N-(quinuclidin-3-yl)-[1,8]-naphthyl- 
imides, properties 1375 
5-HT,4, quaternized renzapride 633 
AMPA, synthesis, pharmacology LY300020 
95 


dopamine autoreceptor PD 135385, synthesis, 


evaluation of enantiomers 639 
thiadiazolyl-tryptamine SHT |p, synthesis, 
activity, electrostatic properties 993 
angiotensin AT, study tools, synthesis and 
binding affinities 905 
angiotensin II antagonists 
| ,5-naphthyridine and pyridine quinoline 
derivs 899 
AT, selective, synthesis and QSAR 2023 
bisbiphenyly! substit 3-mercaptotriazoles 375 
N, sterically hindered 2H-imidazol-2-one 
1055 
non-peptide 4,5,6,7-tetrahydro-8-oxo- 
cycloheptimidazoles 1559 
non-peptide receptor, prep (perfluoroalky])- 
imidazoles 895 
quinazolinone-containing AT ,-selective, 
design, synthesis 1293 
with phenylthiophenes and phenylfurans in 
place of biphenyl! 1119 
antagonists 
glycine-site N-methyl-D-aspartate, design 2- 
quinolone derivs 299 
thromboxane A,/endoperoxide, | ,3-dioxane 
and 1,3-dioxolane analogs 1271 
thromboxane A,/endoperoxide, synthesis 
pyrrolidine oxazoles 1263 
vasopressin V1, synthesis N-acetylhemi- 
aminal metabolites of OPC-21268 1633 
CCK 
multipurpose [-carboline antagonists 867 
nonpeptide benzolactams 871 
CCK, 
amino acid side-chain mimetics onto a- 
carbon of tryptophan 889 
hydrophilic nonpeptide antagonist, 2-NAP 
1511 
XXK, and pz, selective ligands within single 
structural class 881 
CCKp/gastrin 
C5-cyclohexy! analog of L-365,260 affinity 
ligand 1919 
synthesis selective nonpeptide antagonist 
tritiated ligand 885 
CCKg,tryptophan-norleucine | ,5-disubstit 
tetrazoles as cis peptide bond mimics 2011 


endothelin ligands, multiple D-amino acid 
replacement net approach 1253 
endothelin nonpeptide antagonist, CGS 27830 
2099 
excitatory amino acid antagonists, synthesis, 
pharmacology 3(carboxymethoxy)isoxazoles 
derived from AMPA 1649 
fibrinogen antagonists: 
containing Y—lactam Gly—Asp isostere 1675 
with Arg—Gly—Asp sequence and nitroxide 
radicals, prep, properties 1179 
LTB, antagonist: 
diary! ether/carboxylic acid derivs of 
LY255283 1985 
effect of 1,2,4,5-substit hydroxyaceto- 
phenones with acid unit modification 1147 
synthesis, activity hydroxyacetophenone- 
substit benzophenone/xanthone 1981 
muscarinic, himbacine analogs displaying potent 
binding affinity 1247 
neurokinin A, synthesis SR 48968 nonpeptide 
antagonist 925 
neurotensin binding, antinociceptive activity for 
lipophilic N® amidoneurotensin (9-13) analogs 
2055 
NMDA 
complex from rat brain, interaction with 
polyamine analogs 85 
glycine-site partial agonist, derivs of HA-966 
71 
oxytocin antagonist, nonpeptide from natural 
sources 337 
peptide binding studies, substance P as model 
system 447 
peptide sites, dipeptide library for screening 799 
renal vit D, 1,25,28-trihydroxy vit D, without 
causing hyperglycemia 1285 
sigma ligands 
high affinity, N,N'-disubstit acetamidines 
2113 
SAR, prep, 3(2H)-furanones with selective 
binding 215 
SAR, prep 2,3-dihydro-4H-pyran-4-one with 
selective binding 221 
Reductase 
steroid, human prostate inhibitors, synthesis 
evaluation 3-carboxymethy] steroids 1735 
Reduction 
at-haloacetophenones, hydride transfer versus 
electron transfer 1637 
A!-pyrroline-2-carboxylic acid to proline, 
Escherichia coli, noninvolvement glutamate 
dehydrogenase and A!-pyrroline-5-carboxylate 
reductase 1197 
A!-pyrroline-2-carboxylic acid to proline by 
Escherichia coli proline auxotroph 1189 
N,O-dibenzoylhydroxylamine by tertiary amine, 
Cu catalysis 1245 
Regiochemical purity 
synthesis benzoporphyrin derivs 2615 
Regioselectivity 
deacetylation secondary acetyl esters in 
peracetylated methyl glycopyranosides by 
Aspergillus niger lipase 2125 





enzyme-catalysed deacetylation, benzyl pheny! 
ketone peracetates in organic solvents 585 

Renin 

human, diol sulfonamide inhibitors 2739 
inhibitor analogs, intestinal permeability and 
hepatic handling rats 813 

peptidomimetic inhibitors incorporating topo- 
graphically modified isosteres spanning P,—P,- 
P,' sites 2119 

Renzapride 

quaternised, selective 5-HT, receptor agonist 633 
Resolution 

enzymatic, AMPA by a-chymotrypsin 107 
lipase, effect of ary! fluorines 1655 
p-hydroxypheny! acetamides, hydrolysis with 
Pen-G acylase 1041 

Rhizobitoxine 

Pseudomonas, precursor, synthesis, abs config of 
hydroxythreonine 2095 

Rhodium 

catalysed CH insertion of o-diazo amides, prep 
B-lactams 2409 

Ring reactions 

closure, substit azetidinones, route to [4.2.0] fused 
B-lactams 2443 

contraction, pyrazolidin-3-ones to B-lactams 2383 
Ristosamine 

acosamine, synthesis trehalosamine non-reducing 
disaccharide analogs 235 

Ritipenem acoxil 

X-ray crystal structure, chiroptical properties 2333 
Rolipram 

benzopyran derivs, phosphodiesterase IV 
inhibition 1743 

RP 64406 

antiglutamate agents, optical isomers 983 

RWJ 47639 

orally active angiotensin II receptor antagonists 
1523 

RWLeu-4 

metabolism, activity 1,25(OH),D, and 
metabolites 1873 ods 


SAR 

3-pyridyl substit thiazolidines, PAF antagonists 
2729 

6-substit benzopyran-4-carbothioamide K-channel 
openers 1659 

| 4-diacylpiperazine-2-(S)-[(N-amino alkyl)- 
carboxamides], substance P receptor antagonist 
2707 

analysis, oligonucleotide peptide sequences, 
libraries 425 

ary! analogs hygromycin A 289 

AT, selective angiotensin II receptor antagonists 
2023 

benzoquinolines, inhibitors human type | ,5-ca- 
reductase 1157 

data base, cocaine, structural variations C-2 center 
compds of subnanomolar binding potency 1327 
difluorostatone type inhibitors HIV-1 protease 
253 

diverse potent K* channel openers 625 
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endothelin hexapeptide ligands 519 

ET-1[16-21, D-His'®], endothelin antagonist 497 
glutamate antagonists, 2,3-benzodiazepine 
compds 99 

glycine antagonists, 5,6-dichlorokynurenic and 3- 
(2-carboxy-6-chloro-indol-3-yl)acetic related 
acids 81 

GR117289 angiotensin II benzofuran based on 
antagonist 589 

heteroatom substit 3-isopropylidene and 3- 
isopropyl analogs of N-acyl, 3-alkylidenyl- and 3- 
alkyl-azetidin-2-ones 2241 

HIV-1 protease pseudo-symmetrical inhibitors 
1589 

hygromycin A application to antibiotic A201A 
295 

inositol tris- and tetrakisphosphates 1505 
isomazole analogs, non-toxic inotropic agents 509 
N-aminoadenosine derivs 2661 

nonmacrocyclic derivs of rapamycin 1977 
pharmacophore modeling, HIV-protease inhibitors 
819 

quantitative study aromatic and heteroaromatic 
nitro compds using natural network 329 
quinazolinones, characterization of AT, selective 
All antagonists 1299 

quinoxaline, angiotensin receptor antagonist 2667 
(R)-4-0xo-5-phosphononorvaline 23 
relationships inositol, tris and tetrakisphosphates 
2599 

selective CCK-A receptor ligands, design, 
synthesis non-peptide rhegnylogues of CCK-26- 
33 889 

side-chain, investigation, formation, injection site 
toleration, pyrazolo[3,4-f]quinoline derivs, active 
immunostimulants 1379 

study CCK-B antagonists 2805 

taxol synthesis, cytotoxicity, analogs with C-2 
modified phenylisoserine side chains 2471 
topiramate, sugar sulfamate anticonvulsant agents 
2653 

TXA,/PHG, receptor antagonists 199 

variable selection, use of neural networks 645 
Sarcoma 

osteogenic cells, dose dependent cytocidal effects 
colchicine derivs 1045 

Sarmentosin 

GPT lowering agent, synthesis 1343 

Sch 34343 

syntheses, stereoselective synthesis of penem 
antibiotics 2171 

Schizymenia dubyi 

composition, antiviral activity sulfated poly- 
saccharides 1141 

Scytalone dehydratase 

active site, 6-membered H-bonded array replaced 
by diazine heterocycle 1605 

Sedation 

devoid effect of anticonvulsant 3-arylamino-4- 
aryl-5-(N-4-chlorophenylthiocarbamido)- | ,2,4- 
thiadiazoles 547 

Sequencing 

disulfide cross-linked oligodeoxyribonucleotides 
2117 
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Serine 

B-lactamase catalysed reactions, mechanism 2317 
proteases, borate inhibition mimic, boric acid 
hydrolysis 4-nitropheny! 2,3-dihydroxybenzoate 
635 

proteinases design, mechanism-based inactivators 
2745 

Serotonin 

uptake, indole derivs, potent, selective inhibitors 
1913 

Shikimate pathway 

dehydroquinase hybrid formation 1429 

Shikimic acid 

pathway, introduction 1397 

Sialic acid 

N-substit C4—C 14 alkanoic acid groups, inhibition 
influenza A virus hemagglutination 747 

Silanes 

(allenylmethy])-deriv, chirally-enriched, prep B- 
lactams 2405 

Silver 

selective pyridine based diamide-diester 18 
membered macrocycle, synthesis, ionophore 
character 363 

Silyl ketene acetals 


and chiral imines derived from 3-hydroxybutyrate, 


boron mediated aldol reactions 2337 
Simvastatin 

mouse metabolites synthesis 2755 

Solanesy! diphosphate 

synthase, reaction with artificial substrates, (R)- 
and (S)-enantiomers 4- and 5-methy! derivs 
geranylgerany! diphosphate 2733 

Solanum tuberosum 

DAHP synthase expression in Escherichia coli 
1421 

Solid phase synthesis 
$-amino(2-aminoethy])-2'-deoxyadenosine incorp- 
oration into DNA 689 

simultaneous, segmentation membrane type 
supports, techniques 425 

Solubility 

selectivity alkaline proteases in anhydrous 
alcohols 1643 

Solubilization 

subcellular proteins, non-ionic telomeric 
surfactants 161 

Sparteine 

CYP2D6 model substrate, conformation under 
physiological conditions 1667 

Spin labelled 

haptens, probing active site antibody 48G7 285 
Spiroepoxycyclohexadienone dimers 
cytotoxic bisalkylating agents 735 
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